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U;K 4-C3' -C2 " -N- T-fef-^T ? ;xfjl/H ' ,4' - .yy^;i,-5' 



y- h ij ;K 4-[3' -C2 - - /0t'-jp)-4 ' ,4' - -yy ^- ;V/ -5' - jj-^y-2' 

- ft^y- 1 ' - -f 5 ^/y >^;v]-2-i>. y y m *<yy— h y jp, 

4-[3' -trans-C2 " - yn^-jH" - ' 3 - K)-4 ' » 4 ' " - 
^ y-2' - ^ * y-V - j 5 y y y -7 - ;v]-2- f'j7iVin^f ;v- ^ > y 
h "J ;K 4-[3' -cis-C2 » - y D ^.x;U-3" - 3 - K)-4 ' ,4' - ^^^-^-5' 

- * * y-2' - * y-V - y = ^y y iS-)Ul-2- f 1; y fr* n y f- ;V- ^ y 
y- h V ;K 4-[3' -C6 * - ^✓x^r ~>;V) ?s3f 5//IO-4 ' , 4' - >?^^-;i/-5 

' -**v-2' - f^^v-l' - -f 5 ^yy -y— ;p]-2-h V yfrjr ny. f-jw- ^ 
yy- h y ;k 4-[3' -C2 " -C4 * ' -a " ' - b - K)y ~ r/'J 

4 ' ,4' - yy^y W -5' - ^dry-2' - f-jj-^y-l' - y 5 $ryy -y-,p]-2-}, 
ij 7 n y f- ;t/- ^ y y~ \ ;k 4- [3' -C4 » - -7 jp* n y-f- ;i0-4 ' ,4' 

- v^f-;V-5' - ^df y-2' - - y 5 ^yi;^- ;v ]-2-f ij 

n> fyu- h y ;k 4- [3" -trans-C2" - ^n^-jH' - h 'J 7*f-;i/ 

^>-;v0-4 ' ,4' - y^f;v-5' - **y-2' - f-^^-y-V - y 5 ^yy 
v-;w]-2-h 'J 7)^o^fjl- h 'J ;K 4- [3' -gem-(2 " - y"n^^. 
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;i/)7 5 Kxf^H ' ,4' - -y.yf-;w-5' - ^-^y-2' - f-^^y-1' - y 5 
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v T § y fi&Mffcfi& h 'J 3 - K ^ > X T 5 K* s jtK i:H§?tLTV^o Mx.lf 
„ *H#fF^4,547,357^ 1^^4,021,481-^-, p]^4, 364,921^ ^^4,341,7 



1 0-5 1 0 84 5 



56^- 

->7°nti;K 2-tFo + ->-3- T^^y^nh'jK 4-^ z/Xt $ K^JK 4- 
7Wn7f^ 4- 3 - x.=.JK 2-a- jlxwv, cis & 

0» t rans-3- 3 - K/n 7-2- x-;k 3-(4' y y ;v -1 , 3) -7 a e ;v > 2-C 

4' - yTV'^^xf jv, H^ntV>7 5 K)-7*ne;K ^7i^y*W 
-ji/ 2- 7?yif;v, N-p< ^ ;l/3j?.=.;i/ 2- y x J x.^- ;K 3-C3' ,4' -7 
3- K-4' - y> y 7xi^a fcT;K 2-C3' ,4' ,5' - j>ij 3 - K 

7xx^)/n tT ;k N-Cv-.t.tM xwK ^*'JyJV)2-7^7-i-fJK C 

3' ,6' ,9' - f'J7fyy^ry)xf jk P-fc Kn * -> 7 x. -;V7°n 710* 

m^tztb<D^^ hs-jt&u? &w.m&*m&T2>z t k x i?»ii7 *<> tt*e> 

^Tft^EPO £*r»° 494 819 -S§-£O*f£0 580 459 ^H8B«$ftT^*. *S&IBO 
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, ^*ri®«> famm^ tarn *##i-*s&£ ztK* v) , : 



stia*fl&*#u- ^tLiiT>rnr>$§#tiwii-r*fli-f-asifeK«Efl£-r*o * 



C12) 1 0-510 845 

O-f {i> Teutsch et al . J. Steroid Biochem.Molec.Biol .1994; 1:11- 

MMM 1 

4_[ 3 - _( 2 " -CN-t-T-f *z/%)]stf- ^)-7 5 y jL-f-^)-4 ' ,4' - 

-5' - ^ = y -2' - ^ ^ y-1' - >f = $r y 'J v - ;v]-2- F'J7Wa^fjV- 
s*yy=. h V )v 0 CBP-136) 

Jfi 2- ]s ij 7JViD^f-j^ ^ yfty/yx- ^.yy'x. y >J ;i/ (7 0 0 
mg, 3.0 7mmo"l) £ T H F (6 -0^1) K$gfl|$*fco MKJ3V»T, h'Jxf 
^7 5 y (5 9//1 0-4 2rrmo1) ^t#if i:^DL, * ©t^-d' ,2' - x 
f)Vy'7^-N-t- 7* h ^ * Jl/# - ;v)-2-> 7 ^ 7* n ;r/ ( 6 8 2 mg, 3.0 
Oimol) ZmnLtZo R^ii^^N 2 #H^TTM 0 ^MtffE U ^c^T^JET 
T^^^^*L^ 0 #<b*t£*§-feco£Hgt>£ v'J *y^y nv hy*v7^ - (C 
H 2 C1 2 / r-b h mi) IZ X 9 5img(6 8 

• 1 96) O?&n&<7)MMfr®t>tltz 0 

: 8 1 *C (frffi) ; U V (MeO H) : A. a ,= 2 3 4 ™>( e = 1 8 8 4 1 ) 
SO 1 2 60™U = 21454) o 
%W\2 



CO) ftgkW- 1 0-5 1 0845 

4-[3' -(2 " ,2" - yjf.fr-l" ,3" - ■^ + y9'/-4' - ^^-;P)-4 ' ,4' 

n^fjv-^y V- h CBP-163) 

V^^BfiUT^ y7/7'n/ry^ffiv\ g fifty 1 tSEttfcio KLfBP 

-163*i|ttLT«fftLfco Jl5^= 6 3. 3 96 0 

UV (MeOH) :A O ax=230 nm( c = 23528), 2 4 4 ™( € =2 2 
7 3 3 ) 1^2 5 8.nm (« = 2 4 5 9 0) o 
*ffif!l3 

4_[3' -C2 " - /n^^jvH ' ,4' - - 4 ^ y-2' - ^-*^y 

-1' - 5 ^V'J v^;p]-2-f ij 7 n ^ *<v V~ ^ 'J ;i/ 0 CBP-208) 

7 'J y&X/T-t h >->77 K»J > mas L 7 5 y y7V :/nrf> 

■ 3 % 0 

*Jfetf!) 4 

4-[3' -C2 * - ^nt'-JvH ' ,4' - >?y^;v-5' -^?;-2' - *-**V 
-1' - ^ 5 ^ y 1; v - ;p]-2- MJ7Wn^f*-^> f 'J JP» CBP-211) 

n/-?>£/8v> % 1 »cffi*Lfc J: -5 ^LfBP-2U*pjiL*:o <t<£^£^n 

v h ^"7 7-f - (C H2CW r-tr h 1 0 0 % (10 > h t- i. V) 5 

^7l»ii:*<MMlS (*ifi^Jl 2) SflJ^fco 

4-[3' -(2 " -C4 ' " - 4 5 ^y'ij jp)if-;p)-4 ' ,4' - -yy ^;V-5' - ^ 
= y-2' - ft*V-l' - •< § ^V*»J v^.;i^]-2-h ij -7;ix^-n^ *<>'S— 
h'J^o (BP-210) 

/y7yyo;N'^ffi^\ *Jfc«l KSE*t/tJ: ^ HLTBP-230*i|«U3to ft 



00 1 0 8 4 5 

o MKfim-ra t i & < ^»5WS?I*I 1 3 ) X^m L fc 0 

4-[3' -C2 * -p- b KO^->7i-*xfjP)-4 ' ,4' - ->*^;v-5' - ^ 5 
y-2' - - ^ 5 ^ryy - > ',-. ;V ]_2-], ij -? )\,^u * )V- ^<>V- h 

.J^ 0 CBP-212) 

;->77 7nAV^ffli\ 1 H|B«L^i J: 9 ^ LTBP-212^^t7c 0 f 

'J*mn7h^77^ - (C H 2 CW T-b h £j@B) ^J:»9^-r^>tv 

mm^tz mmmi 4) 0 

4-[3' -(2 "-7? yjl ^. ; p)-4 ' ,4' - y*ptf^-5' - - -f-^-^ 

V-l' - W 5 ^ VJ ^^;v]-2- h 1; y n^fjv- ^ > h 'J ;v Q CBP-138) 

BP-136 (3 0 Omg, 0-6 6 ^S^ift^L^^^MeOH (3 -5ml) 

S^^NOHCI (0-0 6 5"il) i:|i^fc 0 JsOS&l^ £ 2 B#H«^ U ^ 

^ H a H 1"fc$-££o HE*2 0 4mg (7 9 -0 96) o 

Bl^ : > 2 0 0 "C ; U V (Meo H) : 2-3 4™ (e = 1 8 4 4 1) J 

O f 252 nm( e = 2089 1) 0 
HJfc#!) 8 

4-[3' -(2 * ,3" - yfc KD^y7*nf;vM ' ,4' - *j * <f- ;p-5' - 

-2' - f^^y-i' - >M ^y*<; y^^H-h >; 7 Ji/* n^t f-jw- h 

;p 0 (BP-135) 

iii-^>-Y ^ y (bp-163 ^m^!)2) zm^, mmw7 ^tmhtz X $ KLTBP 

BP-135£->.; #/r;l^ n-7 J^^y^ - (CH2 C l / 7tt-^, 



(15) 1 0-5 1 0845 

6 8 ■ 1 %o 

U V (MeO H) : A«ax=234nm( e = i7480) 1^2 5 4™ (e=l 
9 9 6 3 ) o 

4-[3' -C2 " - T'n^- JV)-^ ' ,4' - -y^;p-5' - - f-*^y 

-1' - ^ = ^yi; v^;p]-2-h ij -7;ix4-n p< h 'J )V 0 (BP-82) 

s-rs/^y (bp-208, ^mM3) zm^, ^mm ^tmLtz j: a kltbp 

? Zo BP-82 SrfiH&^-C«taii-*'ifc^J:ijfll«L, /fyrny'v-X/^fettM 
?*fc 0 $zm= 8 7 . 4 % 0 

jftjS I 1 4 6 - 1 4 8 t;UV (MeO H) : A »a x = 2 3 2 ™( e = 1 8 0 2 2 
^SO* 2 54™>(e = 21877)o 
*M^J 1 0 

4-[3' -C2 " -N-Ct-T-h^^^^jJf-^D-r^ y^^-;V)-4 ' ,4' --y^ ;lx 
✓^yy- h i;;p 0 (BP-137) 

LTBP-136^^BP-137tHMb7to £ *Lfc S^^ttK^ £*Jt51 U fcfcv.Me 
OH/H2 0 (50150) T?ifc&LtZo IK^= 87. 1 %o 

: 173~175t; UVCMeOH) : A -ax = 2 3 4 nm( e = 1 8 5 7 3 ) 
JkXf 2 5 6""(e = 2 1499)o 
*Jfc#U 1 1 

4-[3' -C2 " ,2" - y -t c?- fr-V ,3" - ^^y9'/-4- - j* f-»-4 ' ,4' 
- - ^*y-2' - *-**y-r - y ? r/'J v-;v3-2-h >j 7;^ 

•n p< ^> v*— b V ;v e CBP-134) 

BP-163<^-> >j h ^?7<f -ffi«fci3lt*^*li&fc LTBP-134^^. 
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Wi& : 5 0t (frffi) ; U V (MeO H) : A».x = 2 3 4 nm ( e = i 8 7 6 5 
) 5 4nm ( e = 2 1 4 9 9) o 

Mtf&m 12 

4_[3- _(2 - / ok ';)v)-4 ' ,4' - -y^; V -5' - 4-#y-2' - f-jj-^y 
-1' - ^ = y tj y ^ ;w]-2- h^i^D^fjI/-^^ v'- h 'J )V 0 (BP-199) 
Hife^J 7 L tz X 9 I' L T , ig-f £ ^ ^ > CBP-211 ^jfeffi) 4 )^ ^ BP-199 

jR^C-: 12 0-12 It (5Mf?) ; U V (Meo H) : /U.x = 2 0 6 ™ ( e = 
17328), 232™(e = 18068) RD* 2 5 2 ™(e = 2 2 0 0 3) 0 
^JfcffO 1 3 

4-[3' -(2 " -C4 ' » - >f = ^ryij - ,4' - ypi ^;u-5' - # 

^ y-2' - % y-1' ^y ij ->'^.;p]-2- |» ij y D^f jl/- ^ > y*i 

MJJW (BP-213) 

gjfcf! 7 HflB*.Lfc i^KUt, Si"* >f 5 y CBP-210, ^Jfc^J 5 ) 75 ^BP-213 

LxMmmx^mLtz (9 6%> hplo 0 

U V (MeO H) ! ^ .a» = 2 3 4™ ( e = 1 4 1 1 3) 2 5 4™(e=l' 
6 0 4) o 
MMM 1 4 

4-[3' -(2 " -p- t Knf->7x-;i/xf jv)-4 ' ,4' - -y^^f-;v-5' - ^ 
y-2' - f-^^y-l' - >f ~ r/U v-;w]-2- h y y ;w*n ^>y- h 

x) )Vo CBP-214) 

■*»«7uia«Lfcj:^^L"c, Mj&i-s-f5> (bp-212, %mm&) ^*>bp 

^JfiWI 1 5 

4-[3' -C2 * -N- 7^f^7; yxf jl/H ' ,4' - y7ff-5' - *^y-2 



C17) mm.W- 1 0-510 845 

0 (BP-139) 

BP-138o^S6T? > (looms, o ■ 2 8 * CAc) 2 q ( 5 ■ 0 nil) 

^)lMy'J j3?)\><!7 07^7 7^- (CH2Cl 2 /r-trh>; 95 : 5) £ J; 
£ 1 .0 2 nig' (9 1-6%) ©*l#ar'ffc'fr»* f #e>itjfe 0 
: 7 7-7 9 "C (5WS) ; UV (MeOH) : a.„= 2 3 4 "" ( e = 1 8 
694) SU ! '2 5 4mi( e = 2 1 4 9 9) 0 

16 

4-[3' -C2 * - 7 = j jq^^-N-C^ t; ->,p-N' " -(2' " -Cf »; 7^ - ji^ 5^- 
JVf-^-T-fcf-^)-^ 1 ; v>)))-4 ' ,4' - >?^^;v-5' -^-j-^y 

-i' - r/y v-^;p]-2-h y^n^t ^ju- ^>y- h y ;p 0 (BP-197) 

yy^OAJfyj^jwfyMU' (.DDC, 1 ■ 1 ^ 5 • 3 5 X 1 0 " 3 nmol) 
S^BP-138<7)jgg|^ ( 1 . 9 mg x 5. 3 5 x 1 0 " 3 ninol) IfiCfc^tN- 
t2-(h'j7i;;Mf Jl'f^T-bfJl')]- ^'JyJI/- ^'Jy> ( 2 ■ 0 ^9, 4-4 
6X1 0" 3 nraol) <r>THF (0.2 0 0inl) «#*iftfc«ill bfco RJfifi^** 

fc e » = 5 0 - 2 % 0 
1 7 

4-[3- -C4 ' - ^-yy-^-O- ^t;->jv-hP " -(2-C h y 7x-;Mfji/f 

-f 5 ^ V 'J v^;i/]-2- hij7>tn^f;v- ^y y*~ h y ;i/ 0 (BP-198) 

n-[2- h y 7i^ji/>^ji/^-^-r-fe^;p)]- ^y v';!/- ^y 5/^ (2-omg, 
4-46X1 o^nrnol) <7) T H F C2 • 0 0 m~l)*&#*§y£H , D D C ( 1 ■ 1 mg % 5 . 
3 5X1 o" 3 nmol) % 4-[3' -(4 " - \± Kn^->7f ;v)-4 ' A' - y^f-ji/-5 
' -^-^V-2' - A ^ fry,) -y- ;p]-2->. 1; 7^n^fjV- ^ 

>y*^ h 'J ;ix (RU 59063 2 • 1 mg. 5-35X1 o~ 3rnn °l) [TKfifc coTeutsch 



(18) fti&W- 1 0-510 84 5 

£^X4 5 frm%tWLtzfe. tW^HH PLCCi «9mitL£ 0 H2^= 5 6 ' 
•8% 0 

$kMm i 8 

4-[3' -C2 " - 75yxf;k-N-(^9->;v-N' " -(2-^-^- r-fe^ ;V)-^* V -> > 
)-4' .4' -v^^;U-5' - -f-#*V-l' M ^^/'Jv-iVR 

1- 'J 7 M n * ^ )v- ^yy=-y >; )v 0 CBP-207) 

B Uj Si i o %TF A/ C H 2 C1 2 L, MK#£#Dx_ 

1 9 

4-[3' -C4 * - ^ ^ ~> ;V-0- ^'Jy;v-N' " -C2-C^ T-fe^v)-^ U v 
>))-4' ,4' - -^^ ;l/ -5' - ^-^y-2' - - ^ 5 ^"Vi; 

2- 1- 'J 7 )V* n ^ -f- jP- ^ > y*^ > 'J ;U C (BP-209) 

Bu,Si H$-BP-198(T) l 0%TF A/CH 2 Cl 2 ^-^^^^nL, M^*mt- 

*Jfi#l 2 0 

4- [3' -trans-(2 * - 7*n^-;v-3' - h 'J 7fjl/^ ^ y^;i/)-4 ' ,4' - ~j 

V*- h 'J JU 0 CBP-237) 
BP-199 ( 1 .0 5 g) ^N 2 #ffl^T-C^h;V-x> (1 0 0^1) KigF#3*rt: 
0 Bu, Sn H ( 1 • 1 2 ml) XtfA I B N ( 6 8 • 5 m9) fcffiJP L, SJE&S-dHft trS 
*aW£K*P»Lfco 2 4H*IWa#Lfca, Bu > Sn H (0 -4 0 ml) RZfA I BN 

19 WML, efe»w5av^W;vt LTitUffcLfc ( 1 - 6 7 g) o 
H P L C fr^H- J: *u* 2 ffiSO*tt#(^#^E* s ^ £ *Lfc 0 

m&M2 1 
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4- [3' -trans-C2 * - y* n ^ ^ JI/-3" - * 3- p)-4 ' ,4' - -y y ^ ;t/ -5' - 
- *-**y-l' - ^ 5 jjryy v^.;i/]-2-> ij y D y fyi,- ^>y 
- h 'J ;i/ 0 CBP-305) 

BP-237^/J,>»<7)^ ^ 7 £ 0 &$n^^& (Hunter & Greerwood.N 

ature, 1962; 194: 495-496 £ #HS £ *l £ ^ ) k & <9 . NaP 25 i] IXfiNal?' 1 I 
] I X^NaC 12 > 1 ) *m^XWLm^^mik\^tzo hyV*yyyj - £JL 
mt-^TLClCct ^ jfe&Mb^JMfi 5 0M7 5 %"C* & £ i *<jj* $ *Lfc 0 
^Jfcfll 2 2 

4-[3' -(4 * - y. r/^W^D^y/f^H ' ,4' - -y.y^^-5' - * * 
>;;v 0 CBP-232) 

RU 59063 (MiE^^^M^J 1 7 c^Teutsch J: 19 flgfcS Jtfc) " * > * 

-f- (->'J*T;k c HCWr-b h ^JSB 1 00% (85 : 15) iu «9Jfi$jR 
U Sfrfe^Htei: LTfilfc, jRjft 1 1 4 ~ 1 1 5 r 
*Jfc#9 2 3 

4-[3' -(4 " - y ju^n/f JVM ' ,4' - -yy^-5' - *^y-2' - 
* y -1' - -< = ^ y >; -y - ;u]-2- h'j7^^n^fju- ^ y y'x. h U JU 0 (BP-21 

a )- F BP-218 

RU 59063C2 -2 g)**i^«lfc t <>H 1 0 OmloSchlenk 7 9^3HA*L, N; 
flftTtf^fco »f^/^a^ K (1 5 ml) £«U »^N,# 
ffl^CTT 1 0 frmWtft LtCo fef 'Jy> (1-66 ml) l> K9-f 7 

F (DA ST, 0-9 0 5^1) fcfljTU RJfcffl#**- 7-8 TJfci3^T 4 B*HI 
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-ci )ut LxmmLtz (2 6 o^g) 0 

b ) n F BP-218 

*tjt $ ntz (96% <r>7°uh >m»K. x v c 1 8 f ] y ? 

/Kz C0 3 / 18 F^«L7t o ? Vacutainer (^mmU) ^7?/*' 
)J jr.- x;v4,7, 13,16,21, 24^\^-^^- y—l^lO—yyjf y£ - y ^ n [8.8.8]^^^ 
3 if > (Kryptofix 2.2.2^ 26-0 ^ 0-069 mol) & y ? A ( 2 ■ 

3 "ig, o-oi6 6™oi) ^M-a-® n P 8 o ]*/ t 18 f 3*?fc**Sijii-*- £ - t iz X 

*)mULtio 1 1 0t<7)-M+t:t^ 0 -5 7Ir^0 ■ 8 m ^<D CH)CN$: 

Kryptofix/ Kj C Oj/ 18 F?)#S7jc7-b h - h 'J )\> (5 0 0 ^1) «Cl7I;^5 
0mCi)£ 2 • 0 mgco4-[3' -(4 * - ^ $ >xjP*^o^y7f ;0-4 ' ,4' - y 
pt^;V-5' - - ^^-^ y-1' - v?^;v]-2-f >J 7Wd^ 

h 'J ji,CBP-232)n^jp t7t 0 KJESfi-^** 1 I0tt:i MM 
U ^>^HP L C^ftA-TSflfrH^L^o HPLCfflfftli-C-lB afrffl^. 
K*5A^iL, 6 5 : 3 5 CHiCN/H20#»fi^» ( 2 ml/AO 

F-18-fb^fil 9*f|IILfc. »j***JET^3fc3&3-«\ 18 F BP-218 

8 0/ 2 0 ) TM&*U 2 5 4 rmiij3Jt4UV*ftliJ5.a r «E»rtt : ? : »ftiSt J: 
5e L 3k o F -18 BP-218c^#B# H {46-2 fl"C* o 7k 0 

JSti*1!tTLC*iJWT©J: $ fc*KLfc 0 ~> 'J tsf^-fV— Y , CHCl 3 /r-bh 
> ( 9 5 I 5 ) , F-18 BP-218 (R f = 0 ■ 5 ) 0 
2 4 

7-[5" ,5" - - **y-3* -C4 " ' - -/7;-3' " - h 'J 7Jl/^ 
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n^f jV7x-;H' - 4 ^ VV x ) if — n>')-2 " - ^^y-l" - } \, jj )V 
? >J * -fe ;W CBP-196) 

'j **-fe/u (6 omg % o • o 7™°!) > 4 ^ (9 omg, 1-32™ 

1 5 m "0£MlU mi&ZMWLX-m>W Vtz 0 mm-, 1 -OMeoClSiEt^THF 

LTomu (5x100^, 0-5 mno-i) 0 Eu&vmfr £ hplc 

KJ: iJiij^L^o 5£TB#K. 2 ' -( f 'J xf JVy n -> ^ <J ^ ^ -t Jl/^ffi 
HPLCCi «9ffi§£1-££. 5 1 -3 "ig (75%) & h*lfz<> HPLCIUI)! 
J^9 7% 0 $L$um<V~7u Y >NMR(itff t- SfcLrt: (Chandhary et al . , D .0 
rg. Chan. 1993; 58(15): 3798-3799] 0 

2 ' -Ch y xf^yn + ->)/^ 'J ^^-fc;u (3 0"^ 0 -0 3™»1) /It^P-- 
Fn7i-Wnn*w - h (3 1 0^ 1 • 5 0"™°!) SO'lI^t^i 

i) och^n (l.Qni) »js*i«iinu, o^ram#t^o * 

Bfefe. 2' -Ch V-^^-JW'>n^^),7-Cp- ^ Fn7x- )V$>)Vtfy <J 
^^tJ^^HP L Cfc «fc 1JJfi|«-r4fc, 24-2H9 (69%) #$>*Lfco H 
PL CKct&M*f±9 6 

2 ' -(h t; a .^.jv->n^->),7-Cp- Fn7i-J^MV#y);^ »J ^ $ 
•fe)P (2 8-0 m 9> 0-0 1 4>mio1) , 4-[3' -(2" - / ^yxf^M' ,4' - *; 
^^ ;V -5' - **y-2' - f-^y-l' - ^ 5 jjryy ~y-;v]-2-h ij 7 Wny 

jp- ^ (2X8-0^ 0-44 nuiol) # &J£*K t 

M77Xai:CH 2 Cl 2 ( 3 0 0 ^1) £&MLfc« **K*£i&-<M WPW»#L 
, 2 ' -CMJi?-/l/5<n*2/),7-[5* ,5" - y^ ;V -4" - **y-3" 

-C4 " ' - 5/ TV -3' " ~ h 'J 0^f-JP7x- - ^^y^Jy-^) 

-2" - xf;u^;VA^ + y]-A^ 0 * ?-fe;w£MtH P L C K 

«fc «9ffi^-r^> 8. 2"ig (8 5 %) #P>*L^o HP L Cfc 9 7 % 0 

2 ' -Ch 'Jxf;l/->o^y),7-[5» ,5" - y^ju-4" - *3fy-3" -(4 " ' 
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- ->7/-3' » - F'J7Wn^f;P7xx;v-l' - ^ = ^V'J v - ;i/)-2 " - 
- xf Jl/*iW^^fy]-7^ '^^-irlP (5-0H9S 0 ■ 0 0 4 rmiol 

5#M«#U *M£T^»5&ttfcK*lfc*L*:o BP-196* H P L 
CfcJ: *>fl|«i-4 ^ 4 .6^ (>9 9%) #fc*irt:o H P L C J: 4#tJRl* 9 
9 

*Jfe$)2 5 

4-[3' -C2 " -(4 " ' C2" ' - ' 3 - K)-T 5 ^VW ;uXx?-/l/)-4 ' ,4' - ->* 

s<y V*— h 'J iV 0 CBP-216) 
BP-213£y $ y -;H:ilS?-f^ 0 ^#2^ 65 ^^fe [Hunter & Greerwood, Nature 
,1962; 194: 495-496] j; 19 % ^nnjr/- TS^Na[ 125 1] I X*i Na l? 31 I ) 
iXtiNaC 1 ":] Srfflv»TJtoWtt3^*<kLfco * H P L C K X V) ffi£S t 

2 6 

4-[3' -gem-C2 * - 7 *n^-;v-2" - r 1; 7*f y~)V^~$ ' A' - V * 

^t>V- MJj|/ 0 (BP-300) 
BP-199 ( 2-3 0 g) 2ftm^)=fAHg#Csepta) % Ni7^^-Xl«W* 

#£*n-r& 5 0 0 ml <7)HPA)i7 7^3!atL/c o seiSMu^ (3 0^) * 

8Sj(jnU ^tHSnBu, (2 -4 8 g) "*«liDL'fco Pd(pPh,)« (1 5 1 mfl) £h 

T2 4B*IW«*l s Lfc#U iiiJP^PdCp Ph 3 )« ( 5 o m9) fc^flDU KJB«-&"**6 

*ft**?A^D7^57-f-i:J: JjffiSLfco HPLCM (C-18 flStffl, 
7 5 : 2 5 ACN/H2O) K<fc*U±\ fcUfc-*-* 3 •? |t^i<?)NMR 
o*V>T, 7^5^£}&$^ ? BP-300-e, />toMD^BP-237 ( 7 9 : 2 1) 
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mfoM2 7 

4-[3' -trans-C2 " - -?w<~)V-?>" -3- K)-4 ' ,4' - ->^^ ; p-5' - * 
h >J JW 0 CBP-305) 

4- [3' -cis-C2 " - - 3 - K)-4 ' ,4' - -y^^-^-S' - ^ ^ 

v-2' - y-i' - 4 \ *rw v-;v]-2-h >j 7Ji/*ap«^^- h 

ij^ c CBP-307) 

BP-237 8 2%, a 19 ttW-JSSf * cis M'l4# Bp - 354 , 3 7 0 mg)^r C H CI, 

(5 "•"!) OTJCftiPU. MC75^3tIi (14 6^) £CRC 

1 3 (1 5 ml) HiF»S*, BP-237(7)^ic^ii[iL7to ISi:2^f^t^ & 

2 8 

4-[3' -(6 " - ^ ^ >^.;i/*^n^->^^r->;i/)-4 ' ,4' - ^^.^-5' - % 
h*))U 0 (BP-328) 

BP-327 ( 1 0 - 4 g) *>fl/>^n9'f K (13 0"1) f'Jy 
> (2 • 5 ml) S-^DLT^MN2#i^TT*0 "CK^PLfco j*?>*JW*> 
^Ttct) (5 -5 g) ^fV^D7^f K (10 On!) Ky#J#£-£, #£>*L£ 

n*;^t:ii?^ «au v 1S7)\>U 7 & 9 n -7 h ^7 7 4 - £ «fc >9 flM 
LT4W#t>jlt (8 -8 g, HPLClcJ:^^jg9 8%) o 

*te^J 2 9 

4-[3' -(6 " - f^A^yj^A^y^H ' ,4' - vMf->U-5' - 
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„ CBP-332) 

BP-328 (l .1 0 g) ^^fl/>^n5'f K (3 5m"l) |CfcJPf3*fc 0 M<0 7 
7^3 1:, A^fyf^-ju (3 i 5^1) 3LCfhA/i> (1 0 m1 ) £A*Lfc 0 
th'J^A^h^K (4 0 3 /I 1 , 5 • 5 M) Srfl&iDU v&ifc* 1 O^WUk^L 
fee »fc*Lfc«»«^ ja^^^#U** s t)BP-328^^^t-^TL7to 1 2 8#M 

KJljffifiU 2 5 %©@JR*-C38M**W ^ ( 1 6 Omg) tLTfStLfco I 
VL. *R^BP-328^[5i)KU7l: (5 0%) o 
3 0 

4-[3' -(2 " -N-Cp-t FnJf-/7i^fiV)7? ' ,4' - y^f 

;W-5' - * * y-2' - f-^- ^ y-1' - ^ = ->*.=. ;l,]-2- h>j7JP*D^f;p 

- h i; ;v c (BP-231) 

1 0 0 ml <7) Schlenk 77^31:, BP-138 (4 3 0f"g N 1-2 ommo"l) Boltorv- 
Hunter (3 18^ 1-2 0 f™ol) X A *l/fc 0 *StK T H F C 5 ml) 

( 1 0 0 96 C H^V 8 0 : 2 0 C HC1 3 /T-Ir h » *7A^n 7 ^ 
77^-(2 3 0 ~4 0 0pt7V'aSiO2, 20g> C H^U *a5*>Cftft Lfc« 
an75^Va^ (TL Cic J: l?&5e) £-*flc Lt8H»I *Bfe*1"* fc 
, 6 4 %OJRSfSTN M# (3 8 5 g) UT4IWI^^o HPLCH 
cfc&^Ejgfi 9 9-0 %T?&o£ 0 U V CMeo H) : A.., = 2 0 6 ™( e = 9 5 5 3) 
, 2 2 8 ™> ( e = 9 8 7 2 ) 2 5 4 nm ( £ = 8 3 3 9 ) o 

%llfll3 l 

4-[3' -C2 " -CN-3 " % 5 - - >?3- K-4" ' - t Ko*y7x^f)^7? 

-;i/]-2- hV7^n^f;v- ^ > h «; ;v 0 CBP-248) 

BP-231 ( 5 4 . 2 mg, 0-107 mol) * a n T 5 >- T ( 6 0 mg) ^^jg 
7 C H^ls (6 ml) ^f^iDL/co 3^fl ( 6 • 0 5 mg) £jsgJpLfc 
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o *?s-)v (3 mi) *m.i&~?mwL%rfhmTLtzo mmm&^%-?tz 0 i 

tiffflfe, S^^^ihLC5mlc??H 2 OH 5 OmgcoNa, S2 0 5 ), £j&$j£CHC1 3 ( 

o mmmm ( 1 0 0 c hcv 95:5c Hci,/r-b h y) *m 

^ *7A^D7f^77^- ( s ">0^ 5 g> CHCl 3 £3c:») T^SSIt^o^ 
g(iHPLCi:So>T9 7%-Tr&o7c 0 M**'*? h )V : M H + C7 5 7 ) 0 
*Jfe^iJ 3 2 

4-[3' -C6 " - t Kn^yA^y^H ' ,4' - ^^^; V -5' - **y-2' - 
f-* * y-r - >f 3 1; -y - ;v]-2- h97Hn^f;v-/<y y =l h 1; ju 0 (B 
P-327) 

6-t FDJfyA^yjV7 = y^^T-b h >->77 t; K V y (13-9g, 7 5- 
7irmo1) ^ ^il? tlfc 7 ^7 •/ 7 y 7°n ;r/ ^ T H F ( 1 0 0 ml) 

/c 0 SU^y 5x ^KW&T y^ y 7*"- h U7-2g, 7 5 •7™ 1 °1 

) £A*U ^tt^THF (5 0"tl) ^^NEt 3 ( 2 ■ 0 ml) ^r^pL7t 0 

cD^fifefe^ry * y - (3 5 Oml) HC1 (2N, 9 4 ml, 0 ■ 1 8 

7 mmol) 

*7A^D7^77^f - ( 2 5 0 g, Sio 2 . , CH^b) &CM3Efc*Mfc 
(10 0 CHC1 ss 8 0 1 2 0 C HCl 3 /T-tr. hy) ^ffflLTiSL/; 0 2 6- 0 
g^£)»# 5 "#£>*L7t: (#tt*fe©.*>f /U) o HPLCia^M: 9 8-8% 0 
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*fflfl& (1 0 4 />)xJI/) ^JilT^Mt 6 -)xJK7)^l/- r_fcfc1Bv^jfc 

o (1X1 0" J M FT^)^mi- h'^A (SDS) ) Q m 

4 >^o.^- h L^io 5 0//1 co2,3-t:^-0 > 3f v— 4- hn-5- x j. 
^jl/)-5-[(7i-^7 5 J ;i/]-2H- ff77'J^At Kn^-> K (X 

TT) (^^JfiiJpU ^BMftffiiS (PBS, 1 0 0"M) v§i£ (lmg/ml) fc^^w 

£ *IT , 4 5 0 nmj* f *=? -f ^o^l/- h x )~^- (Molecular Devices The 
rmcfnax)^^v^r^feS > * -fe H -o „ iM<7)Sfli, *ffl/l&<7>&#J&* 

2 (7)fflJi&ii?aWJ^{i pc - 3 t MBWfe*H*v>T^**t436* (f I I) , it^m 

BP-196g.tfBP-199^oV^T{ifiKg^M (±t Lr«BM#*«tl»^ 
BP-196(7)|ffl|a[t«^ s ?^V~ ^SB# KM-T 2> frS frl±W&-?te%^o MHZ (Dim 

<fc l9fe^$*iTV>£#5ET^-feW "CWIfcLfco [3. Steroid Biochem.Molec.Biol 
.1992;42:787-793] 0 £^7 ? ^|1, l: ^7> Koyv$§#i:»l|?^ 
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lCsoM 



ggg BP-82 BP-195 BP- 199 

DU-145 t b<Dtij$M 1.39 x 10" 5 8. 67X10" 8.51X10" S 

Ln CAP t b<Dw}XLB 6.60 X10 -5 1.31X10' 7 8.20X10'' 

PC-3 fc hCDffaiJi 3.15 X10' 5 3.72X10'' 1.32X10"' 

MCF-7 t b<D%M 5. 00 X 10" 5 9. 89X10' 7 1.00X10" 4 

MCF-7/ADR t f-6D?LM 1.51 X10' 5 1.00x10'' l.OOxiO' 5 

Ovcar 3 t f-©#pift 9.65 X10" 6 5. 00x10'* >10- 4 

Molt-4 h hOT-iSS 4. 88 x 10' 5 1.47X10' 7 >10 4 

ate 

L-1210 TVXCD&jt&m 2.50 X10" 5 9. 70X10' 7 1.10x10 s 

mm 

NH DF ^)IOllff» 9. 17 X10' 5 1.07X10'' >10' < 



(t h) 

HLF-1 ii3?©J|ifr 2 3.90 X10' S 8. 06X10' 5 >10" 
(t h) 

CHO tp^O^J^X^- 3.45 xl0 _t 8.76x10" 1. 28X10' 5 

mm 
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^1 I 

6B^©1 0- 6 Mlci5^Shy> h>f 

£g*-&*ma% (Mmctt±z%} mm 



BP-82 






BP-196 


iftlOOX 




BP-199 






BP-213 


mm 










BP-231 
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II I I 

Sl&Rtfl&r&ftT > b'vY><DifLT> Kay >$Wj(IC 50 ) 
CV1-3. 9. 2 3 h 5 y^mmi 

0. InM ©-x^, hXxn>{^J;?>$i|iS[ 

jfc^j ICsoDiM] 

t^yofu >T-fe"r — h 11 
RU59063 " 23 



IJ j HI UAJ 1 1 U tCLlil J ut. 








RP-1 ^4 


91 


RP-1 

or ioj 


loo 




c\Jk) 


RP-1 37 


9H 
£U 


RP-1 38 

ur i jo 


ioy 






RP-1 QQ 

Di 13a 


lb IepwUIs IK * J -5 


BP-82 




BP-163 


217 


BP-307 


7 (JS^RWttCKf]' =24 


BP-305 


100 (*S^»FPtt[Kf]* -15 


BP-306 


10 G£^ffitt[Kf]* =23 


BP-82 


-6.5 C^^fntttKf]* =28 


BP-231 


260 (te^fcfDttttf]* =56 


BP-328 


NA Ce^WfoteCKf]* =52 


BP-218 


NA 


BP-332 


NA 



* Kf= K^H^s Kf=l R1881<trai: 
*• Teutschi::«fc*)f5*fe$:tVtV-£ 
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m i v 

CVl-3.9.2 StaT> Foy>©7> Koy-^jgtt 
«gfrffc£%T CAT [cpm] 



BtOH** 


2250 


R1881 (0.1 nM) ** 


5400 


R1881 (l.OnM) 


5600 


R1881 (lOnM) " 


6700 


RU59063 


2600 


BP- 134 


1600 


BP- 135 


1900 


BP- 136 


1800 


BP-137 


2000 


BP- 138 


1600 


BP-139 


1500 


BP-82 


1300 


BP-163 


2100 



1 0-510845 



INTERNATIONAL SEARCH REPORT 



A. CLASSIFICATION OF SUBJECT MATTER 
IPCC6) :A61K 31/415; C07D 233/84, 233/86, 233m. 233/88, 405/04 4Q5/06. 
US CL 314086, 342. 391; 548/31 1.1. 317.1, 318.5, 320.1, 330.5. 

According to Inicroatknai Patent CEasslftcauon qPC) or to both national cl assification and IPC 

B. FIELDS SEARCHED " 

Minimum documentation Marched (classification system followed by eUniffcilion symbols) 

U.S. ; 514/386, 342, 391; 548/311.1. 317.1, 318.5.320.1, 320.5. 



Documentation acarcked other than nununum documentation to the extent that »ucb document* m included in toe field, searched 
Please See Extra Sheet 


Electronic data base consoled Airing the i^n^eJ of data base and. where pracUcabte. search term, uasd) 




:UMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


X 
X 

A 


US 5,411,981 A (GAILLARD-KELLY ET AL) 02 May 1995, 
examples 22, 23, 25, 31, 32, 43-46, 58. 65, 69-81, and 
84-91 as well as column 46, line 55 to column 47 r line 28. 

EP 0,494,819 A1 (ROUSSEL-UCLAF) 15 JULY 1992, 
examples 22. 23, 25, 31 . 32, and 43-46 as well as page 28^ 
line 1 5 to page 29. line 8, 

EP 0,436,426 BT (ROUSSEL-UCLAF) 10 July 1991, entire 
document. 


1-16 
1-16 
1-16 


CD do«uinenti ait Ssted m (k coiUnutian or Boi C . Q See patent family annex. 




tokcersankuarrefcm* ■••wawoa prills w twny tndcrfytqj ike oKoskin 

specUsca»o<s«s*eii»d) -TT ^ _.-,. rr1t , |h ., || „, t „„^,„ ,.,„„„„ 

bca* ofrvioa m ■ pemmaklWd b4mm 


Date of the actual completion of the intern* dcnaJ search 
04 SEPTEMBER 1996 


Date of mailing of the international search report 

04 OCTt996 


Name and mailing address of the ISA/US 
GoasniwKDocr of Patents ud Trademutl 
Bax PCT 

WMfaiogxon, D.C. 20231 
Facsimile No. <703> 305-3230 


Authorized officer C~)(f}JP~^ 

FLOYD D. HKJEL boo . 
Telephone No . (703) 308-1 235 



Form PCT/1SA/210 (second sheetXJuly 1992N- 



iDtemational a yytsesaiaa No. 
PCTAJS96Y10286 



(32) 



1 0-510 84 5 



INTERNATIONAL SEARCH REPORT 



Inte rnational Application No. 
PCT/US9& 10286 



B. FIELDS SEARCHED 

Documentation other than minimum) documentation that arc included in (he fields searched: 

ChemioaJ Abstracts 

IfldoEX Cbtmioua 

Current Abstracts of Chcouitry 



Ponn POT /IS A/210 (extra sheet)(July 19?Z)+ 



ftmW- 1 0-5 10 845 



(51)Int.a. 6 



C 0 7 D 405/06 
C 0 7 F 7/22 
C 0 7 K 5/062 



2 3 3 



C 0 7 F 7/22 
C 0 7 K 5/062 
A 6 1 K 37/02 



F I 



S 



E P ( A T , BE. CH, DE, 



DK, ES, FI, FR, GB, GR, IE, IT, L 
U. MC, NL, PT. SE), OA (B F , BJ, CF 
, CG, CI. CM, GA. GN, ML, MR, NE. 
SN, TD, TG), AP(KE, LS, MW, S D, S 
Z, UG), U A (AM, AZ, BY, KG, KZ, MD 
, RU. TJ, TM), AL, AM, AT, AU, AZ 
, BB, BG, BR, BY, CA, CH, CN, CZ, 
DE, DK, EE, ES, FI. GB, GE, HU. I 
L, IS, JP, KE, KG, KP, KR, KZ, LK 
, LR, LS, LT, LU, LV, MD, MG, MK, 
MN, MW, MX, NO. NZ, PL, PT, RO, R 
U, SD, SE, SG, SI, SK, TJ, TM, TR 
, TT, UA, UG, US, UZ. VN 
(72)#SgB« 99*7* 5** — AX ra-F> if 1f 



92130 V> <fj3LZ2 ^2^5—^7 -T 
y7 4066 

92075 V?1r tf — -9*) 7s *)*7 
T^~*~ 122- #5 

92037 =7 i/B^ y'UX-^ZY 7s h 
»; - b 307 



